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1. Basis fth report 

1 This report has been drawn on the basis of {substitute sheets which have been furnished to the receiving Office in 
response to an invitation under Article 14 are referred to in this report as "ohginafiy filed' and are not annexed to 
the report since they do not contain amendments.) : 

Description, pages: 

1 -320 as originally filed 

Claims, No.: 

1 -32 as originally filed 

2. The amendments have resulted in the cancellation of: 

□ the description, pages: 

□ the claims, Nos.: 

□ the drawings, sheets: 

3. □ This report has been established as if (some of) the amendments had not been made, since they hav been 

considered to go beyond the disclosure as filed (Rule 70.2(c)): 

4. Additional observations, if necessary: 

III. Non-establishmont of opinion with regard to novelty, inventive step and industrial applicability 

The questions whether the claimed invention appears to be novel, to involve an inventive step (to be non-obvious), 
or to be industrially applicable have not been examined in respect of: 

□ the entire international application. 
H claims Nos. 1,22,30-32. 

because: 

B the said intemational application, or the said claims Nos. 31 -32 relate to the following subject matt r which 
does not require an intemational preliminary examination (specifyi: 
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□ the description, claims or drawings (indicate particular elements beloWj or said claims Nos. are so unclear 
that no meaningful opinion could be formed (specify): 



H the claims, or said claims Nos. 1 , 22. 30-32 are so inadequately supported by the description that no 
meaningful opinion could be fomied. 

H no international search report has been established for the said claims Nos. 1 , 22. 30-32. 



IV. Lack of unity of Invention 

1 . In response to the invitation to restrict or pay additional fees the applicant has: 

□ restricted the claims. 

□ paid additional fees, 

□ paid additional fees under protest. 

□ neither restricted nor paid additional fees. 

2. a This Authority found that the requirement of unity of invention is not complied and chose, according to Rule 

68.1 , not to invite the applicant to restrict or pay additional fees. 

3. This Authority considers that the requirement of unity of invention in accordance with Rules 13.1 . 13.2 and 13.3 is 

□ complied with. 

H not con4>Bed with for the following reasons: 
see separate sheet 

4. Consequently, the following parts of the international application were the subject of international preliminary 
examination in establishing this report: 

□ all parts. 

H the parts relating to claims Nos. 2-21 , 23-24(part). 25-29. 
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V. 



R asoned statem nt und r Article 35(2) with regard to n velty, inventiv st p or industrial 
applicability; citations and xplanati ns supporting such statem nt 



1. 



Statement 



Novelty (N) 



Yes: 
No: 



Claims 
Claims 



2-21, 23-24{part), 25-29 



Inventive step (IS) 



Yes: 
No: 



Claims 
Claims 



2-21,23-24 (part), 25-29 



Industrial applicability (lA) Yes: Claims. 2-21, 23-24(part), 25-29 

No: Claims 

2. Citations and explanations 
see separate sheet 

VII. Certain defects in the international application 

The following defects in the fomn or contents of the intemational application have been noted: 
see separate sheet 

VIII. Certain observations on the international application 

The following obsen/ations on the clarity of the claims, description, and drawings or on the question whether the 
claims are fully supported by the description, are made: 

see separate sheet 
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III a) The search has been carried out for those parts of the claim which appear to be 
supported and disclosed, namely those parts relating to the compounds 
prepared in the examples and closely related homologous compounds. 

Claims 23 and 24 appear to have been exemplified only in the case wherein R3 
is -CHg-indol-a-yl. 

Therefore, provided that the definition of R3 could be specified in claims 23 and 
24, present claims 2-21 , 23-29 can in principle be considered to be a 
reasonable generalisation of the examples given in the description and 
therefore relate to subject-matter for which a search report has been 
established. Therefore, an international preliminary examination report will be 
carried out only for claims 2-21, 23-24 (R3 = -CH2-indol-3-yl) and 25-29. 

b) Claims 31 and 32 relate to subject-matter considered by this Authority to be 
covered by the provisions of Rule 67.1(iv) PCT. Consequently, no opinion will 
be formulated with respect to the industrial applicability of the subject-matter of 
these claims (Article 34(4)(a)(l) PCT). 

IV. Imidazole derivatives have been already disclosed in D6 in connection with 
compounds having activity at the somatostatin receptors. Furthermore, the 
present compounds wherein R3 is hydrogen overlap with the compounds 
disclosed in D6. Having regard for the vaste an heterogenous meanings of R, - 
R5 (especially R3) given in claims 1 and 22 and for the presence of the provisos 
(a)-(c) it is not possible to assess which is the common inventive concept 
linking together all the possible structural variations of compounds 
encompassed within the definition of claims 1 and 22. The exemplified 
meanings of R3 relate mainly to the following: 

Ph side chain (R3 = -CHaPh derivatives ) 

Trp side chain (R3 = -CH2-lndolyl-3-yl derivatives) 

Lys side chain (R3 = -(CH2)4-NH- derivatives). 

Having regard for the structural relevance of said moieties in the B-turn 
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structure of the peptide hormone somatostatin (see eg D1) , said given 
meanings of R3 in the present compounds are not regarded as obviously 
equivalents. Therefore, unity objections could arise at the regional phase for 
the following subject- matter: 

a) Claims 2-4, 19(part), 21 (part) Ph side chain serie (R3 = CHjPh) 

b) Claims 5-8. claim 9 (part), lO(part), 11-14, 17(part), 19 (part), 20(part) , 
21 (part), 25. 26, 28 Trp side chain serie (R3 = CHj-lndolyl-S-yl) 

c) Claim 9 (part), lO(part), 15-16. 17 (part). 18, 19(part), 20 (part) 21(part), 27, 29 
Lys side chain serie (R3 = -(CH2)4-NH2-) 

d) Furthermore, the present compounds wherein R, and Rg are taken together 
with the nitrogen atoms to which they are attached to form a compound of 
formula (la), (lb) or (Ic) represent a different structural contribution over the 
prior art than the one corresponding to the other meanings of R, and Rg, 
namely the fact that the moiety NR2 and D (see D6) have been linked together 
in a rigid bicyclic structure. 

V.i) The following documents have been taken into consideration: 

D1 = J. Am. Chem. Soc. 1993, 115, 12550-12568 

D2 = J. Am. Chem. Soc. 1 992, 1 1 4, 921 7-921 8 

D3 = Bioorganic & Medicinal Chemistry Letters 8 (1998) 1207-1210 

D4 = Bioorganic & Medicinal Chemistry Letters 6 (1996) 267-272 

D5 = Helvetica Chimica Acta 78 (1 995) 1 588-1 606 

D6 = WO-A-9743278 

D7 = WO-9404494 

ii) The Applicant has not indicated the reason for the provisos in claims 1 and 22, 
since they can be relevant for the examination of the subject-matter of claims 2- 
21, 23-24 (R3 = -CH2-indol-3-yl) and 25-29. 

iii) Claims 2-21, 23-24 (R3 = -CHa-indol-S-yl) and 25-29 of the present application 
can be considered to be novel vis-a-vis D2-D5, mainly on account of the 
presence of the imidazole moiety (Art. 33(2)PCT). 
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Claims 2-21, 23-24 (Rg = -CHg-indol-S-yl) and 25-29 of the present application 
can be considered to be novel vis-a-vis D6, mainly on account of the fact that 
R3 (see the present application) cannot be hydrogen (Art. 33(2) PCT), 

Claims 4, 6, 19 and 20 encompass carbamate derivatives which can be 
considered to be novel vis-a-vis D7 mainly on account of the meaning of X3. 

iv) The closest prior art available as so far (see point Vii) is considered to be D6 
which also discloses imidazole derivatives having activity at the somatostatin 
receptors. Claims 2-21, 23-24 (R3 = -CHa-indol-S-yl) and 25-29 of the present 
application differ from the compounds disclosed in D6 mainly due to the specific 
meanings of R3 and the pattern of substitution (R5) of the imidazole derivative. 
Said specific combinations of meanings of R3 and R5 lead to compounds which 
are not regarded in principle as obvious structural variations of the compounds 
disclosed in D6. 

The problem underlying the invention is therefore considered to be the 
provision of further imidazole derivatives having activity at the somatostatin 
receptor. At present it is not possible to assess whether said problem has been 
actually been solved in the whole scope claimed, since the description merely 
relates to a disclosure of the test methods. 

It should be also noticed that D6 relates only to urea and thiourea derivatives 
(see the meaning of R4 in the present application). The present application 
claims also carbamate derivatives which are structurally close to the 
compounds of D7. However, the compounds of D7 have been disclosed as 
having a different activity, namely as nonpeptide tachykinin antagonists. 
Therefore, data should have been provided of the activity of the present 
carbamate derivatives at the somatostatin receptor. 

It should be borne in mind that only compounds which are suitable for solving 
the problem underlying the present application can be claimed. 

The attention of the applicant is directed to the fact that the presence of an 
inventive step should have been made credible in the whole scope claimed. 
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namely for the different combinations of R3 and R5 and for the compounds 
where and Rg are taken together with the nitrogen atoms to which they are 
attached to form a compound of formula (la), (lb) or (Ic) (see also point IV). 

VII. To meet the requirements of Rule 5.1(a)(ii)PCT, the documents D2-D3 and D5- 
D7 should have been identified in the description and the relevant background 
art disclosed therein should have been briefly discussed. 

VIII. Claims 1 and 22 have been formulated as independent claims. The Applicant 
has not indicated the reasons therefor. It would appear that the subject- matter 
of claim 1 falls within the definition of claim 22. The Applicant has not clarified 
the reasons for the fact that the proviso on page 334 lines 12-13 in claim 22 
does not apply to claim 1 . 

The expression "prodrug" does not clearly define the subject-matter for which 
protection is sought with regard to the chemical structure of the compounds 
encompassed within said definition. Furthermore, suitable prodrugs have to be 
designed for every specific compound with the requirement of no negligible 
ingenuity. Therefore, said expression is considered to put an undue burden of 
experimentation on the person skilled in the art in order to determine which 
compounds actually fall within said definition and to know where the border lies. 

The expression "prodrug" should therefore have been deleted (Art. 5, 6 and 
33(3)PCT). 
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(PCT Rule 44.1) 



Dateof mainq 



{osy/montty mir) 
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International fling date 
m/moath/ysar) 08/06/1999 



Applcant 

SOCIETE DE CONSEILS DE RECHERCHES ET D'APPLICATION 
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pging of amemtoiente and ttMment under Article 19: 
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'^^^'^ I!»^*^»J^«^««hamend^^ 

Irtemattonal Search Report; however, tor nrwre ^ 



DIrectlytothe International Bimu of WlPO 
3< chemln dee Cotombettee 
1211 Geneva 2a Swtzeiland 
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a □ W«i regard to the proM agalnetpaymertof (an) addWonaif^s) under Rule 40.2, the 
apptorfsrequeettotorwardthetextsorboththeproteetand^ 

Q no deelslonhaat)een made yet on the protest; the appMcart^ 
< Further ac«ion(e): The applcant Is remMed of the folowfng: 

^,2iffi*«r2S^ IJ^^^^SSSETpP^ * !25?L^ or iSS^S^^ appucatloa 5^ 

comoietlon of the tecnrtlcai preparaHona far hTtpmnHof^i p^rtfutton. 

wishee to postpone the er*y Irito the natlonaJ phase untfl 30 nwn^ 
pitorty date or ootid not be elected because they are not bouMj by ChyterlL 
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NOTES TO FORM PCT/ISA/220 



These Notes are intended to grve the basic instructions concerning the filing of amendments under article 19 The 
l^'d^ th!t r^!?wTn °' ^^^f Cooperation Treaty, the Regulations and the Administrative Instnictions 

H^frl r t ^^^^ requirements, the latter are appiicabte Fo7mor7 

detailed information, see atso the PCT Appttcant'a Guide, a publication of WIPO. 

Ad:"r,^reT,;.*^^^^^^^^ °' ^CT, the PCT Regulations and me PCT 

INSTRUCTIONS CONCERNING AMENDMENTS UNDER ARTICLE 19 

.M^^l'^l'llt^l^V international March report, one opportunity to amend the claims of the 

international applicaiion It should however be emphasized that, since all parts of the international aodicalion relaims 
descnpton and drawings) may t« amended dunng the international preli^Tnary ex^^«^n ^^»S^7f^^^^Slv 
no need to file amendment, of the elamis under Article 19 except where, eg. the applicant wii^tt^lTltsfto ^blbhed 

Furthermore, it should be emphasized that provisional protection is available in some States only 

What parU of the International application may b« amended? 

Under Article 1 9, only the claims may be amended. 

J^J'^'l"?""''.'*"?' «ie claims may also be amended (or further amended) under Article 34 before 
^^i- -2 ^^••''"'""V E"'™"'"9 A"»ho"«y The descnption and *awings may inly b. amended JLr 
Article 34 before the International Examining Authority. -~«i<j»t 

if^^^tcIISe" Artde 4l"'* °' application may be amended under Article 28 



Whan? 



VWhin 2 months from the date of transmittal of the international search report or 1 6 months from the orioritv 

hi^^^r 'T^ t" " ^ «T,«ndment. will be ct,«*rSd 

^^S^r Zl^^J'^fJl r? "^'T'^ Intematiooal Bureau after the expratlon of the 
(T^ 46l) ■ """P'*"* preparations for international publication 



Where not to file the amendments? 



How? 



The amendments may only be filed with the International Bureau and not with the receiving Office or the 
International Searching Authority (Rule 46.2). ~ » > w win«« or in« 

I 

Where a demand for international preliminary examination has been/is filed, see below. 

i;:^rer:*<.'j;r z'thi t'^xini^tj'^' " ^""^ -^""^ " ^ 

fllrlSlStodTo Sl!!?^^'!? '""»' ""'"'-^•d *" Arabic numerals. Where a claim is 

t^^^llll! f l*?^?''' • »" «f« renumbered, they must 

be renumbered consecutively (Administrative Instructions, Section 20S{b)). 

Tha amendments must be made In the language In which thelntamatlonai application la to be published. 

What documenta must/may accompany tha amandmanU? 
Letter (Section 205(b)): 
Tba amendments must be sutimitted with a letter. 

I^f!!!!!l'rl"r^^.^'!f'l!^ *^!L'!!!'"^ application and the amended claims. It should not be 

oonfused with the Slatementunder Article 19(1)' (see below, under 'Statement under Article ISO)"). 

^V^Zn^fJ^ti^^ll'^ ° hT^',!L"^ "* WBcant. Howovar, If Ih. language of Iti. 
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Th« letter must indicate the differences between the claims as filed and the claims as amended. 11 must, in 
particular, indksate. in connection with each claim appeanng in the international application (it being understood 
that identical indications concerning several claims may be grouped), whet her 

(i) the claim is unchanged; 

(ii) the claim 13 cancelled; 

(iii) the claim is new; 

(rv) the claim replaces one or more claims as filed; 

(v) the claim is the result of the division of a claim as filed. 



TTm following examples Illustrate the manner in which amendments must be explained in the 
accompanying letter: 

1 (Where originally there were 48 claims and after amendment of some claims (here are 51 ): 

'aaims 1 to 29, 31 , 32. 34, 35, 37 to 48 replaced by amended claims bearing the sarrie numbere; 
daims 30, 33 and 36 unchanged; new claims 49 to 51 added.* 

2. (Where originally there were 1 5 claims and after amendment of all claims there are 1 1 ): 
'Claims Uo 1 5 replaced by amended daims 1 to 1 1 * 

3. (Where onginaily there were 1 4 claims and the amendments consist in cancelling some claims and in adding 
new claims]: 

"Claims 1 to 6 and 14 unchanged; claims 7 to 13 cancelled; new claims 1 5, 16 and 17 added.' or 
'Claims 7 to 1 3 cancelled; new daims 1 5, 16 and 1 7 added; all other daims unchanged.' 

4. [Where various kinds of amendments are made): 

'Claims MO unchanged; claims 11 to 13, 18 and 19 cancelled; claims 14, 15 and 16 replaced by amended 
daim 1 4; claim 1 7 subdivided into amended daims 15,16 and 1 7; new daims 20 and 21 added.' 



"Statement under article 19(1)** (Rule 46.4) 

The amendments may be accompanied by a statement explaining the amendments and indicating any impact 
that such amendments might have on the description and the drawings (which cannot be amended under 
Aftido 19(1)). 

The statement will be published with the international application and the arDonded daims. 
It must be In the language In which the International appplicatlon Is to be published. 

It must be brief, not exceeding 500 words if in English or if translated into English. 

It should not be confused with and does not replace the letter indicating the differences between the claims 
as f«ed and as amended. It must be filed on a separate sheet and must be identified as such by a heading, 
preferably by using the words 'Statement under Article 1 9(1 ).' 

It may not contain any disparaging comments on the international search report or the relevance of citations 
contained in that report. Reference to citations, relevant to a given claim, contained in the international search 
report may be made only in connection with an amendment of that claim. 



Consequence If a demand for Intematlonai preliminary examination has ^raady been filed 

If, at the time of filing any amendments under Article 1 9, a demand for international preliminary examination 
haa already been submitted, the applicant must preferably, at the same time of filing the amendments wrth the 
IntemMional Bureau, also file a copy of such amendments with the International Preliminary Examining 
Authority (see Rule 62.2(a), first sentence). 



Consequence with regard to translation of the International application for entry Into the nation^ phaaa 

The applicant's attention is drawn to the fact that, where upon entry into the national phase, a translation of the 
daims as amended under Article 19 may have to be furnished to the designated/elected Offices, instead of, or 
in addition to, the translation of the daims as filed. 

For further details on the requirements of each designated/elected Office, see Volume II of the PCT Apdicant's 
Guide. ^ 
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TTito trTtBrnalk)nal Search Report has been pre^^ 
aooonjlngtoArtlcieia AoopylBbeIng tranamfttedtotheli 



TNslntematkHMJSeafChReportoonsMsof atotaJof 5. 



(T| IttoatooacconpaniedbyaoQpyoreachprtorartdocurnemcftedlnthto 



SearehkH^Authoftyandtotrananfimedtothe applcant 
Bureaa 



.sheela. 



1. Beeia ctf the raport 

a Wlhregaitl to the language, the hitBmaifc)naJ8eairch was ca^ 
language h which It was fled, untoaa dhenvtoe Indcatad under thia Kem. 

ri theMemadonaiaearchwaacanledoutonthebaalaof atranalallonorthel^^ 
^ Aulhofty (Riie 23.1(b)). 

b. Wlhregaid to any nucleoCideafMyor amino add aequanoedlacloaedh 
was canted out on the baala of ttie sequence Mng : 

Q contained In the Intemattonalapplcallon In written fonn. 

Q fled together wlh the Intematlonai application In computer 

Q fumlflhedsitaequenlty to this Authority h written fomt 

n flOTitahedsiteequentty to thla Authority In computer readblefom 

n the statement that the M^wequentty furnished written sequence Ming does not go beyond the dtodoeure In the 
International applicadon aa fled haa been furnished. 

n the statement that the Infomiatlon recorded In computer readable tomi to 



2. [T] Oaityn daime ware found unaeMrhabie (See Box I), 
a Q lln«yofin«onllonialaeldng(seeBoxll). 



4v WUi regaid to tfw IMai 

n tfie text to approved as submtted by the applcant 
[I] the text haa been estabUshed by thto Authority to read aafdlowac 
INIDAZOLYL DERIVATIVES AND THEIR USE AS SOMATOSTATIN RECEPTOR LIGANDS 



a Wlh regard to the I 

Pn ttte text to approved aasitetlted by the applcant 

wittin one month from the date of maUr>g of thto fentemstlonaJ search report submt comments to thto Authority. 

a The figured the dnwrtnga to be piAltohed wlh the abatmct to 

Q aa suggested by the applcant Q None d the Agues. 

n beoauae the applicant faled to auggeat a figure. 
Q beoauae thto figure better dMUttctertaaa the tnventloa 
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Boxl Obsarvations whew c««taincl«im« www <touiH<unaeaf^^ 

TTjIs IrteinatofMJ Swii Report has tw» been eet^^ 

1. (T] CtakmNoa.: 

because ttiey relate to si<j|ert matter i« required to be aeaiched 

Retnark: Although claims 31 AND 32 

are directed to a method of treatment of the hiunan/anlmal 

body, the search has been carried out and based on the alleged 
effects of the compound/composition. 

2. |T] ciaimsNoa: 1,22,30,31,32 part. 

becaiwelhjr relate to pots 0* t»» Internal 

an extefrtltwtrwmeanln(^lnteiTHdkmaiSeani) can be canted 0^ wnusn 

see FURTHER INFORMATION sheet PCT/ISA/210 
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This IntenMllonal Sean*lno Aullwilty fbund iraiMpte Inventions h 



^ Fj As alsearehabto claims could be 
— ofanyaddMonaltee. 



searched wttMut sflbrt Mfytng an addRlonal tee^ ttito Authnt^ 



a I I As only sonwofthe required addHonaiseareh fees were tineltf paid by the applet 
< — I co\monlyttioaectalnMferwhlchfees«mpal48peclllcalyctalmNos.: 



International Search Report 



* n *yT!^'!^Py appfcant Consequently. tWs Intematfcinal Search Report te 

rBsMclad to the hvenUonfkat mentioned In the dalms; I booversd by claims Nos!: 



on Pratoct 
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FURTHER INFORMATION COmiNUED FROM PCT/ISA/ 210 



Continuation of Box 1.2 

Claims Nos,: 1, 22, 30,31,32 partially 



Present claims 1, 22, 30, 31, 32 relate to an extremely large number of 
possible compounds/compositions. Support within the meaning of Article 6 
POT and/or disclosure within the meaning of Article 5 POT Is to be found, 
however, for only a very small proportion of the compounds claimed. In 
the present case, the claims so lack support, and the application so 
lacks disclosure, that a meaningful search over the whole of the claimed 
scope Is Impossible. Consequently, the search has been carried out for 
those parts of the claim which appear to be supported and disclosed, 
namely those parts relating to the compounds prepared In the examples and 
closely related homologous compounds . 

The applicant's attention Is drawn to the fact that claims, or parts of 
claims, relating to Inventions In respect of which no International 
search report has been established need not be the subject of an 
International preliminary examination (Rule 66*l(e) PCT). The applicant 
Is advised that the EPO policy when acting as an International 
Preliminary Examining Authority is normally not to carry out a 
preliminary examination on matter which has not been searched. This is 
the case irrespective of whether or not the claims are amended following 
receipt of the search report or during any Chapter II procedure. 
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wo 97 43278 A (NOVO NORDISK A/S) 
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the whole document 
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Name andmaMfiQ addraaa of the ISA 
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C.<OontimMlioii) DOCUUENTS CONSIDERED TO BE RELEVAKT ~ 

Category* | Cttaion docunent w*m Mcatf <^ 



Retovanttodakn Now 



RALPH HIRSSCHNANN ET AL. : "De Novo design 
and synthesis of Somatostatin Mon-peptide 
Peptldomometlcs Utilizing beta-O-glucose 
as a novel Scaffolding" 
JOURNAL OF THE AMERICAN CHEMICAL SOCIETY, 
vol. 115, no. 26, 

19 December 1993 (1993-12-19), pages 

12550-12568, XP002124710 

Columbus Ohio 

cited in the application 

the whole document 

RALPH HIRSCHNANN ET AL. : "Nonpeptidal 
Peptidofflimetics with a beta-O-glucose 
Scaffolding" 

JOURNAL OF THE AMERICAN CHEMICAL SOCIETY, 
vol. 114, no. 23, 

4 November 1992 (1992-11-04), pages 
9217-9218, XP002124711 
columbus Ohio 
the whole document 

RAINER ALBERT ET AL. : "Direct Synthesis 
of 'DOTA-Dphe! -Octreotide (SMT487): 



1,30 



1,30 



1,30 



BIOORSANIC & MEDICINAL CHEMISTRY LETTERS, 
vol. 8, 1998, pages 1207-1210, XP002124712 
great britain 
the whole document 

CHRISTOS PAPAGEORGIOU ET AL.: "A 
non-peptide ligand for the Somatostatin 
Receptor having a benzodlazepinone 
structure." 

BIOORSANIC & MEDICINAL CHEMISTRY LETTERS, 

vol. 6, no. 3, 1996, page 267-272 

XP004 135075 

Great Britain 

cited in the application 

the whole document 

DIETER GRAMBER6 ET AL. : "Synthesis of a 

Type VIbeta-tum peptide mimetic and its 

Incorporation into a high affinity 

somatostatin receptor ligand." 

HELVETICA CHIMICA ACTA , 

vol. 78, 1995, pages 1588-1606, 

XP000612160 

the whole document 
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Patent famly 
member^s) 



PiMcatfon 
dat 



wo 9743278 
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20-11-1997 


AU 
EP 


2764797 A 
0912551 A 


05- 12-1997 

06- 05-1999 


WO 9404494 


A 


03-03-1994 


AU 


687754 B 


05-03-1998 








AU 


5005593 A 


15-03-1994 








EP 


0655055 A 


31-05-1995 








JP 


03UU001 1 


10-01-1990 








NZ 


255721 A 


24-06-1997 








US 


5981755 A 


09-11-1999 








US 


5594022 A 


14-01-1997 








US 


5716979 A 


10-02-1998 








US 


5856354 A 


05-01-1999 
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PATENT COOPERATION TREATY 



From the 

INTERNATIONAL PRELIMINARY EXAMINING AUTHORITY 



To: 

TSAO, Y., Rocky 
Fish & Richardson, P.C. 
225 Franklin Street 
Boston, MA 02110-2804 
ETATS-UNIS D'AMERIQUE 



PCT 



■O 



NOTIFICATION OF TRANSMITTAL OF 
THE INTERNATIONAL PRELIMINARY 
EXAMINATION REPORT 

(PCT Rule 71.1) 



Data of maiiing 
'day/month/year) 



30.06.2000 





IMPORTANT N07FICATT0N 


International appiication No. 
PCT/US99/12760 


International filing date (day/month/year) 
08/06/1999 


Priority date (day/month/year) 
12/06/1998 


Applicant 

SOCIETE DE CONSEILS DE RECHERCHES ET D' APPLICATION 



1 . The applicant is hereby notified that this International Preliminary Examining Authority transmits herewith the 
international preliminary examination report and its annexes, if any, established on the international application. 



2. A copy of the report and its annexes, if any, is being transmitted to the International Bureau for communication 
to all the elected Offices. 



3. Where required by any of the elected Offices, the International Bureau will prepare an English translatkjn of the 
report (but not of any annexes) and will transmit such translation to those Offices. 



4. REMINDER 

The applicant must enter the national phase before each elected Office by performing certain acts (filing 
translatwns and paying natk>nal fees) wrthin 30 months from the priority date (or later in some Off k;es) (Article 
39(1)) (see aJso the reminder sent by the Intematranal Bureau with Form PCT/IB/301). 

Where a translatksn of the international application must be furnished to an elected Office, that translation must 
contain a translatk)n of any annexes to the international preliminary examination report. It is the applicant's 
responsibility to prepare and furnish such translation directly to each elected Office concerned. 

For further details on the applicable time limits and requirements of the elected Offices, see Volume II of th 
PCT Applicant's Guide. 



Name and mailing address of the IPEA/ 



European Patent Office 
0-80298 r^unich 

Tel. +49 89 2399 - 0 Tx: 523656 epmu d 
Fax: +49 89 2399 - 4465 



Authorized officer 
Ambroa, J.R. 

Tel.+49 89 2399-8012 



Form PCT/lPEA/416 (July 1992) 



_ PCT/US99/12760 

LATENT COOPERATION TK^ATY 



From the INTERNATIONAL BUREAU 



PCT 


To: 


NOTIFICATION OF ELECTION 


Assistant Commissioner for Patents 




United States Patent and Trademark 


(PCT Rule 61.2) 


Office 


Box PCT 




Washington, D.C.20231 




ETATS-UNIS D'AMERIQUE 


Date of mailing (day/month/year) 


in its capacity as elected Office 


15 Fpbruarv 2000 (15 02 00) 


International application No. 


Applicant's or agent's file reference 


PCT/US99/12760 


00537/1 78 W01 


International filing date (day/month/year) 


Priority date (day/month/year) 


08 June 1999 (08.06.99) 


12 June 1998(12.06.98) 


Applicant 




THURIEAU, Christophe, Alain et al 




1. The designated Office is hereby notified of its election made: 


Px] in the demand filed with the International Preliminary Examining Authority on: 


11 January 2000(11.01.00) 


1 1 in a notice effecting later election filed with the International Bureau. on: 


2. The election [ X| was 




I 1 was not 




made before the expiration of 19 months from the priority date or, where Rule 32 applies, within the time limit under 


Rule 32.2(b). 






Authorised officer 


The International Bureau of WlPO 


Juan Cruz 


34, chemin des Colombettes 


1211 Geneva 20. Switzerland 




Facsimile No.: (41-22) 740.14.35 


Telephone No.: (41-22) 338.83.38 


Form PCT/IB/331 (July 1992) 


3108886 



' ^TENT COOPERATION TRE / 



From the INTERNATIONAL BUREAU 



PCT 

NOTIFICATION OF THE RECORDING 
OF A CHANGE 

(PCT Rule 92bis.1 and 
Administrative Instructions, Section 422) 


To: 

TSAO, Y., Rocky 
Fish & Richardson, P.C. 
225 Franklin Street 
Boston, MA 02110-2804 
ETATS-UNIS D'AMERIQUE 


Date of mailing (day/month/year) 

21 December 2000 (21.12.00) 


Applicant's or agent* s file reference 
00537/1 78W01 


IMPORTANT NOTIFICATION 


International application No. 
PCT/US99/12760 


International filing date (day/month/year) 

08 June 1999 (08.06.99) 



1. The following indications appeared on record concerning: 

X the applicant | [ the inventor | | the agent [ | the common representative 


Name and Address 

SOCIETE DE CONSEILS DE RECHERCHES 
ET D'APPLICATIONS SCIENTIFIQUES, 
S.A. 

51-53, rue du Docteur Blanche 

F-75016 Paris 

France 


State of Nationality 
FR 


State of Residence 
FR 


Telephone No. 


Facsimile No. 


Teleprinter No. 


2. The International Bureau hereby notifies the applicant that the following change has been recorded concerning: 
I I the person X the name | [ the address [ [ the nationality [ [ the residence 


Name and Address 

SOCIETE DE CONSEILS DE RECHERCHES 
ET D'APPLICATIONS SCIENTIFIQUES SAS 
51-53, rue du Docteur Blanche 
F-75016 Paris 
France 


State of Nationality 
FR 


State of Residence 
FR 


Telephone No. 


Facsimile No. 


Teleprinter No. 


3. Further observations, if necessary: 


4. A copy of this notification has been sent to: 
[ X 1 the receiving Office [ | the designated Offices concerned 
1 1 the International Searching Authority | X| the elected Offices concerned 
[ I the International Preliminary Examining Authority | [ other: 





Authorized officer 


The International Bureau of WlPO 


34, chemin des Colombettes 


R. Raissi 


1211 Geneva 20, Switzerland 




Facsimile No.: (41-22) 740.14.35 


Telephone No.: (41-22) 338.83.38 



Form PCT/IB/306 (March 1994) 0037391 1 1 




aATENT COOPERATIOirTREATY 



VIM 



wo 99/64401 
PCT/US99/127f 



From the INTERNATIONAL BUREAU 



NOTICE INFORMING THE APPLICANT OF THE 
COMMUNICATION OF THE INTERNATIONAL 
APPLICATION TO THE DESIGNATED OFFICES 

(POT Rule 47.1(c), first sentence) 



To: 



TSAO, Y., Rocky 
Fish & Richardson, P.O. 
225 Franidin Street 
Boston, MA 02110-2804 
ETATS-UNIS D'AMERIQUE 



Date of mailing (day/month/year) 

16 December 1999 (16.12.99) 


]bCf?, 7 1999 




Applicant's or agent's file reference CICU 
0G537/178WO1 g 


i RICHARDSON, ^RTANT notice 

OSTON OFFICE 


International application No. 

PCT/U 899/12760 


International filing date (day/month/year) 
08 June 1999 (08.06.99) 


Priority date (day/month/year) 

12 June 1998 (12.06.98) 


Applicant SOCIETE DE CONSEILS DE RECHERCHES ET D'APPLICATIONS 
SCIENTIFIQUES, S.A. et al 



1. Notice is hereby given that the International Bureau has connmunicated, as provided in Article 20, the international application 
to the following designated Offices on the date indicated above as the date of nnailing of this Notice: 

AU,CN,EP,IUP,KP,KR,US 

In accordance with Rule 47.1 (c), third sentence, those Offices will accept the present Notice as conclusive evidence that 
the communication of the international application has duly taken place on the date of mailing indicated above and no copy 
of the international application is required to be. furnished by the applicant to the designated Office(s). 

2. The following designated Offices have waived the requirement for such a communication at this time: 

AE,AUAM,AP,AT,AZ,BA,BB3G,BR,BYXAXH,CU,CZ,DE,DK,EA,EE,ES,FLGB,GE,GH,GM,HR,HU, 

IDJNJS,KE,KG,KZ,LC,LK,LR,LS^T,LU,LV,MD,MG,MK,MN,MW,MX,NO,NZ,OA,PUPT,RO,RU,SD, 

SE,SG,SI,SK,SLTJ,TMTR,TT,UA.UG,UZ,VN,YU,ZA,ZW 
The communication will be made to those Offices only upon their request. Furthermore, those Offices do not require the 
applicant to furnish a copy of the international application (Rule 49.1 (a-bis)). 

3. Enclosed with this Notice is a copy of the international application as published by the International Bureau on 
16 December 1999 (16.12.99) under No. WO 99/64401 

REMINDER REGARDING CHAPTER II (Article 31(2)(a) and Rule 54.2) 

tf the applicant wishes to postpone entry into the national phase until 30 months (or later in some Offices) from the priority 
date, a demasidfor international preliminary examination must be filed with the competent International Preliminary 
Examining Authority before the expiration of 19 months from the priority date. 

It is the applicant's sole responsibility to monitor the 1 9-month time limit 

Note that only an applicant who is a national or resident of a PCT Contracting State which is bound by Chapter It has the 
right to file a demand for international preliminary examination. 

REMINDER REGARDING ENTRY INTO THE NATIONAL PHASE (Article 22 or 39(1)) 

If the applicant wishes to proceed with the international application in the national phase, he must, within 20 months 
or 30 months, or later in some Offices, perform the acts referred to therein before each designated or elected Office. 

For further important information on the time limits and acts to be performed for entering the national phase, see the 
Annex to Form PCT/IB/301 (Notification of Receipt of Record Copy) and Volume II of the PCT Applicant's Guide. 



The International Bureau of WlPO 


Authorized officer 






34, chemin des Colombettes 


J. Zahra 




1211 Geneva 20, Switzerland 




Facsimile No. (41-22) 740.14.35 


Telephone No. (41-22) 338.83.38 




Form PCT/IB/308 (July 1996) 




3003760 



. or receiving Office use only 
Intemationai Application No. 

REQUEST , 

Intemationai Filing Date 



The undersigned requests that the present 

international application be processed 
according to the Patent Cooperation Treaty. Name of receiving OfTicc and "PCT International Application" 





Applicant's or agent's file reference 00537/1 78W01 

(if desired i (12 characters maximum) 


Box No. I TITLE OF INVENTION 
IMIDAZOLYL DERIVATIVES 


Box No. II APPLICANT 


Name and address: (Family name followed by given name: for a legal entity, full official 
The address must include postal code and name of country. The country of the address indicated in this 
Box is the applicant's State (that is, country) of residence if no State of residence is indicated below,) 

SOCIETE DE CONSEILS DE RECHERCHES ET D'APPLICATIONS 

SCIENTIFIQUES, S.A. 

51-53 rue du Docteur Blanche 

75016 Paris 

FRANCE 


1 1 This person is also inventor. 


Telephone No. 


Facsimile No. 


Teleprinter No. 


State (that is, country) of nationality: 
PR 


State (that is, country) of residence: 
FR 


This person is applicant 1 | all designated ^7] all designated States except (~| the United States | ] the States indicated 
for the purposes of: I— 1 States lAl the United States of America l_l of America only LJ the Supplemental Bi 


Box No. Ill FURTHER APPLICANT(S) AND/OR (FURTHER) INVENTOR(S) 


Name and address: (Family name followed by given name: for a legal entity, full official designation. 

The address must include postal code and name of country. The country of the address indicated in this 

Box is the applicant's State (that is. country) of residence if no State of residence is indicated below.) 

THURIEAU, Christophe Alain 

84, avenue Kleber 

75116. Paris 

FRANCE 


This person is: 

1 1 applicant only 

1X1 applicant and inventor 

1 1 inventor only (If this check-bi 
is marked, do not fill in belo\\ 


State (that is, country) of nationality: 
FR 


State (that is, country) of residence: 
FR 


This person is applicant 1 1 all designated 1 I all desiignated States except the United States 1 1 the States indicated 
for the purposes of: 1 1 States 1 1 the United States of America i£J of America only 1 1 the Supplemental B 


X Further applicants and/or (further) inventors are indicated on a continuation sheet. 


Box No. IV AGENT OR COMMON REPRESENTATIVE; OR ADDRESS FOR CORRESPONDENCE 


The person identified below is hereby/has been appointed to act on behalf fnn |~| 

of the applicant(s) before the competent Intemationai Authorities as: lil LJ common representativ 


Name and address: (Family name followed by given name; for a legal entity, full official 
designation. The address must include postal code and name of country.) 

Y. Rocky Tsao 

FISH & RICHARDSON, P.C. 

225 Frankilin Street 

Boston , Massachusetts 02 1 1 0-2804 

UNITED STATES OF AMERICA 


Telephone No. 
(617) 542-5070 


Facsimile No. 
(617) 542-8906 


Teleprinter No. 


|~| Address for correspoDdence: Mark this check-box where no agent or common representative is/has been appointed and the 
l_i space above is used instead to indicate a special address to which correspondence should be sent. 



FomiPCT/RO/101 (first sheet) (July 1998) LeoaJStarimFofmPCTREO See Notes to the request f 




Sheet No. 



Continuati rilWox No. Ill FXTITHER APPLICANTS AN 



(FURTHER) INVENTOR(S) 



If none of the following sub-boxes is used, this sheet is not to be included in the request 



Name and address: (Family name followed by given name: for a legal entity, full official designation, i 
The address must include postal code and name of country. The country of the address indicated in this\ 
Box is the applicant's State (that is. country) of residence if no State of residence is indicated below.) 

POITOUT. Lydie Francine I 

25 rue de la Vistule \ 

75013. Paris ! 

FRANCE i 



This person is: 

I I applicant only 

applicant and inventor 



inventor onlv flf this check-box 
is marked, do not fill in below, j 



□ 



State {that is, country) of nationality: 
FR 



State (that is. countrv) of residence: 
FR 



This person is applicant 
for the purposes of: 



□ 



all designated 
States 



□ 



all desi^ated States except 
the United States of America 



the United States 
of America only 



□ the States indicated ir 
the Supplemental Bo: 



Name and address: f7wim//y name followed by given name: for a legal entity, full official designation. 
The address must include postal code and name of country. The country of the address indicated in this 
Box is the applicant's State (that is. country) of residence if no State of residence is indicated below.) 

GALCERA, Marie-Odile 
2, allee Jacques Anquetil 
91070, Bondoufle 
FRANCE 



This person is: 

I I applicant only 

applicant and inventor 



I I inventor onlv (If this check-box 
is marked, do not fill in below, j 



State (that is, country) of nationality: 
FR 


State (that is, 
FR 


country) of 


residence: 


This person is applicant [~] all designated 

for the purposes of: 1—1 States l_l 


all designated States except 
the United States of America 


fvl theU 
l&l of Ar 


nited States 
nerica only 


□ 


the States indicated ii 
the Supplemental Bo 



Name and address: (Family name followed by given name: for a legal entity, full official designation. 
The address must include postal code and name of country. The country of the address indicated in this 
Box is the applicant's State (that is. country) of residence if no State of residence is indicated below.) 

GORDON, Thomas D. 
6 Rainbow Drive 
Medway, Massachusetts 02053 
UNITED STATES OF AMERICA 



This person is: 

I I applicant only 

applicant and inventor 



I I inventor only fif this check-box 
is marked, do not fill in below.. 



State (that is, country) of nationality : 
US 



State (that is, country) of residence: 
US 



This person is applicant I | all designated I I all designated States except 

for the purposes of: t I States LJ the United States of America ^ 



the United States 
of America only 



□ the States indicated ii 
the Supplemental Bo: 



Name and address: (Family name followed by given name: for a legal entity, full official designation. 
The address must include postal code and name of country. The country of the address indicated in this 
Box is the applicant's State (that is. country) of residence if no State of residence is indicated below.) 

MORGAN, Barry 
237 Prospect Street 
Franklin, Massachusetts 02038 
UNITED STATES OF AMERICA 



This person is: 
I I applicant only 

applicant and inventor 



I I inventor onlv (If this check-box 
is marked, do not fill in below./ 



State (that is, country) of nationality: 
GB 



State (that is, country) of residence: 
US 



This person is applicant ("1 all designated | | all designated States except 
for the purposes of: 1—1 States LJ the United States of Americ 



of America 



the United States I I the States indicated ii 
of America only I I the Supplemental Bo. 



Further applicants and/or (further) inventors arc indicated on another continuation sheet 



Pftrm prr/RO/tOI rconfimiation <;heet> Hiilv 1009> 



Legaismr 1998. Form PCTREQ ^^^^^ ^^^^^^^^^ 



Sheet No. . . . 



" . 

Continuation o^^x No. Ill FURTHER APPLICANTS AND/OK (FURTHER) INVENTOR(S) 


If none of the following sub-boxes is used, this sheet is not to be included in the request 


Name and address: (Family name followed by given name: for a legal entity, full official designation. 

The address must include postal code and name of country. Vie country of the address indicated in thL 

Box is the applicant's State (that is, country) of residence if no State of residence is indicated below.} 

(viwiiNc i , wnnsiupns rniiippe 

148, rue d*Aulnay 

92290. Chatenay Malabry 

FRANCE 


i 
; 

^! This person is: 

i 

1 1 applicant only 

1X1 applicant and inventor 

1 1 mvtnlOT only (If this check-box 
is marked, do not fill in below.) 


State (that is, country) of nationality: 
FR 


State (that is. country) of residence: 
FR 


This person is applicant 1 1 all designated j 1 all designated States except fC?) the United States 1 — | the States indicated in 
for the purposes of: l_J States 1 ! the United States of America 1^ of America only LJ the Supplemental Box 


Name and address: ^Fami/y name followed by given name: for a legal entity, full official designation. 
The address must include postal code and name of country. The country of the address indicated in this 
Box is the applicant's State (that is. country) of residence if no State of residence is indicated below.) 


This person is: 

1 1 applicant only 

1 1 applicant and inventor 

1 1 inventor onlv (If this check-box 
is marked, do not fill in below.) 


State (that is. country) of nationality: 


State (that is, country) of residence: 


This person is applicant 1 1 all designated 1 1 all designated States except 1 1 the United States rn the States indicated in 
for the purposes of: 1 — 1 States 1 I the United States of America 1 1 of America only 1 1 the Supplemental Box 


Name and address: (Family name followed by given name: for a legal entity, full official designation. 
The address must include postal code and name of country. The country of the address indicated in this 
Box is the applicant's State (that is, country) of residence if no State of residence is indicated below.) 


This person is: 

1 1 applicant only 

1 1 applicant and inventor 

1 1 inventor onlv (If this check-box 
is marked, do not fill in below.) 


State (that is, country) of nationality: 


State (that is, country) of residence: 


This person is applicant 1 I all designated 1 I all designated States except 1 I the United States 1 1 the States indicated in 
for the purposes of: I — 1 States 1 I the United States of America 1 1 of America only LJ the Supplemental Box 


Name and address: (Family name followed by given name: for a legal entity, full official designation. 
The address must include postal code and name of country. The country of the address indicated in this 
Box is the applicant's State (that is, country) of residence if no State of residence is indicated below.) 


This person is: 

1 1 applicant only 

1 1 applicant and inventor 

1 1 inventor onlv (If this check-box 
is marked, do not fill in below.) 


State (that is, country) of nationality: 


State (that is. country) of residence: 


This person is applicant 1 1 all designated 1 I all designated States except 1 I the United States 1 I the States indicated ir. 
for the purposes of: 1 — 1 States 1 1 the United States of America LJ of America only LJ the Supplemental Bo? 


1 1 Further applicants and/or (further) inventors are indicated on another continuation sheet 
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TION OF STATES 



The following designations are hereby made under Rule 4.9(a) (mark the applicable check-boxes: at least one must be marked): 
Regional Patent 

O AP ARIPO Patent: GH Ghana, CM Gambia, KE Kenya, LS Lesotho, MW Malawi, SD Sudan, SZ Swaziland, 
UG Uganda, ZW Zimbabwe, and any other State which is a Contracting State of the Harare Protocol and of the PCT 

^ EA Eurasian Patent: AM Armenia, AZ Azerbaijan, BY Belarus, KG Kyrgyzstan, KZ Kazakhstan, MD Republic of 
Moldova, RU Russian Federation, TJ Tajikistan, TM Turkmenistan, and any other State which is a Contracting State of 
the Eurasian Patent Convention and of the PCT 



EP European Patent: AT Austria, BE Belgium, CH and LI Switzerland and Liechtenstein, CY Cyprus, DE Germany, DK 
Denmark, ES Spain, FI Finland, FR France, GB United Kingdom, GR Greece, IE Ireland, IT Italy, LU 
Luxembourg, MC Monaco, NL Netherlands, PT Portugal, SE Sweden, and any other State which is a Contracting State 
of the European Patent Convention and of the PCT 

OA OAPI Patent: BF Burkina Faso, BJ Benin, CF Central African Republic, CG Congo, CI Cote d'lvoire, CM Cameroon, 
GA Gabon, GN Guinea, ML Mali, MR Mauritania, NE Niger. SN Senegal, TD Chad, TG Togo, and any other State 
which is a member State of OAPI and a Contracting State of the PCT (if other kind of protection or treatment desired, 
specify on dotted line) 



National Patent (if other kind of protection or treatment desired, specify on dotted line): 



SI 

SI 
SI 
SI 
SI 
SI 
SI 
SI 
SI 
SI 
SI 

SI 
SI 

SI 
SI 
SI 

s: 

SI 
SI 
SI 

SI 
SI 
SI 

SI 
SI 
SI 
SI 
SI 
SI 
SI 

E3 
SI 
SI 
SI 



AL Albania 

AM Armenia 

AT Austria 

AU Australia 

AZ Azerbaijan 

BA Bosnia and Herzegovina 

BB Barbados 

BG Bulgaria 

BR Brazil 

BY Belarus 
CA Canada 

CH and LI Switzerland and Liechtenstein 

CN China 

Cuba 

Czech Republic 

Germany 

Denmark 

Estonia 

Spain 

Finland 

United Kingdom 

Georgia 

Ghana 

Gambia 

Guinea-Bissau 

Croatia 



CU 
CZ 
DE 
DK 
EE 
ES 
FI 
GB 
GE 
GH 
GM 
GW 
HR 
HU 
ID 
IL 
IS 
JP 
KE 
KG 
KP 

KR 
KZ 
LC 
LK 
LR 



SI 

SI 



LS Lesotho 

LT Lithuania 
LU Luxembourg 
LV Latvia 

MD Republic of Moldova 

MG Madagascar 

MK The former Yugoslav Republic of Macedonia 



Hungary SI 

s 



Indonesia 

Israel 

Iceland 

Japan 

Kenya 

Kyrgyzstan 

Democratic People's Republic of Korea 



MN Mongolia 

MW Malawi 

MX Mexico 

NO Norway 

NZ New Zealand 

PL Poland 

PT Portugal 

RO Romania 

RU Russian Federation 

SD Sudan 

SE Sweden 

SG Singapore 

SI Slovenia 

SK Slovakia 

SL Sierra Leone 

TJ Tajikistan 

TM Turkmenistan 

TR Turkey 

TT Trinidad and Tobago 

UA Ukraine 

UG Uganda 

US United States of America continuation. 



Republic of Korea 

Kazakhstan 

Saint Lucia 
Sri Lanka 
Liberia 



SI UZ Uzbekistan ! 

Si VN Viet Nam 

SI YU Yugoslavia 

SI ZW Zimbabwe 

Check-boxes reserved for designating States (for the purposes of 
a national patent) which have become party to the PCT after 
issuance of this sheet: 



El 



IN India x LIE. United. Arab Emeriates . 

ZA South .Africa 



Precautionary DesignatiOD Statement: In addition to the designations made above, the applicant also makes under Rule 4.9(b) all 
other designations which would be permitted under the PCT except any designation(s) indicated in the Supplemental Box as being 
excluded from the scope of this statement. The applicant declares that those additional designations are subject to confirmation and 
that any designation which is not confirmed before the expiration of 15 months from the priority date is to be regarded as withdrawn 
by the applicant at the expiration of that time limit. (Confirmation of a designation consists of the filing of a notice specifying that designation 
and the payment of the designation and confirmation fees. Confirmation must reach the receiving Office within the i 5-month time limit.) 
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Sheet No. . 

If the Supplemental Box is not used, this sheet need 



Supplemental bdx If the Supplemental Box is not used, this sheet need not be included in the request. 



I. If, in any of the Boxes, the space is insufficient to furnish all the information: in such case, write "Continuation of Box No 
[indicate the number oj the Box] andjurnish the information in the same manner as required according to the captions of the Box i 
which the space was insufficient, in particular: J 

(i) if more than two persons are involved as applicants and/or inventors and no "continuation sheet" is available- in such cast 
^pte "Continuation of Box No. IIF and indicate for each additional person the same type of information as required in Be 
No. IIL The country o) the address indicated in this Box is the applicant's State (that is, country) of residence if no State t 
residence is indicated below: 

(ii) if in Box No. 11 or in any of the sub-boxes of Box No. III. the indication "the Sfates indicated in the Supplemental Box'* 
checked: in such case, write "Continuation of Box No. If" or "Continuation of Box No. Ill" or "Continuation of Boxes No. 
and No. Ill" (as the case may be), indicate the name of the applicants) involved and, next to (each) such name, the Statef 
(and/or. where applicable. ARIPO, Eurasian. European or OAPI patent) for the purposes of which the named person 
applicant: 

(Hi) if in Box No. II or in any of the sub-boxes of Box No. III. the inventor or the inventor/applicant is not inventor for tt 
purposes of all designated States or for the purposes of the United States of America: in such case, write '^Continuation i 

Box No. ir or "Continuation of Box No. ill" or "Continuation of Boxes No. II and No. Ill" (as the case may be), indicate th 
name of the inventor(s) and, next to (each) name, the State(s) (and/or. where applicable, ARIPO, Eurasian, European c 
OAPI patent) for the purposes of which the named person is inventor: 

(iv) if in addition to the agent(s) indicated in Box IK there are further agents: in such case, write "Continuation of Box No. II 
and indicate for each further agent the same type of information as required in Box No. IV: 

(v) if in Box No. V. the name of any State (or OAPI) is accompanied by the indication "patent of addition," or ^'certificate < 
addition," or if in Box No. K. the name of the United States of America is accompanied by an indication "continuation" < 
"continuation-in-part": in such case, write "Continuation of Box No. V" and the name of each State involved (or OAPI), a/ 
after the name of each such State for OAPI) , the number of the parent title or parent application and the date of grant oft/ 
parent title or filing of the parent application: 

(vi) if in Box No. VI. there are more than three earlier applications whose priority is claimed: in such case, write "Continuatic 
of Box No. Vr and indicate for each additional earlier application the same type of information as required in Box No. VI; 

if in Box No. VI, the earlier application is an ARIPO application: in such case, write "Continuation of Box No. VI", speci 

(vii) the number of the item corresponding to that earlier application and indicate at least one country party to the Par 
Convention for the Protection of Industrial Property for which that earlier application was filed. 



2. If with regard to the precautionary designation statement contained in Box No. V. the applicant wishes to exclude any Statet 
from the scope of that statement: in such case, write "Designation(s) excluded from precautionary designation statement" ai 
indicate the name or two-letter code of each State so excluded. 

3. If the applicant claims, in respect of any designated Office, the benefits of provisions of the national law concemit 
non-prejudicial disclosures or exceptions to lack of novelty: in such case, write "Statement concerning non-prejudical disclosur 
or exceptions to lack of novelty" and furnish that statement below. 

Continuation of Box V 

Continuation of USSN 09/096,431 filed 12 June 1998 (12/6/98) and 
USSN 60/089,087 filed 12/ June 1998 (12/6/98) 
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Sheet No. 



RITY CLAIM 



Filing ( 
of earlier application 
(day/month/year) 



Du, 



Number 
of earlier application 



^^^^ 



liority claims are indicated in the Suppiementai Box. 
Where earlier application is: 



national application: 
country 



regional application: 
regional Office 



international application: 
receiving Office 



item (I) 



12 June 1998 
12/6/98 



09/096.431 



item (2) 



12 June 1998 
12/6/98 



60/089,087 



item (3) 



The receiving Office is requested to prepare and transmit to the International Bureau a certified copy 
of the earlier appiication(s) (only if the earlier application was filed with the Office which for the 
purposes of the present international application is the receiving Office) identifiedfabove as item(s): (1) and (9) 

* Where the earlier application is an ARIPO application, it is mandatory to indicate in the Supplemental Box at least one country party to the Paris Convention for the 
Protection of Industrial Property for which that earlier application was filed (Rule 4.J0(b)(U)}. See Suppiementai Box. 



Box No. VII INTERNATIONAL SEARCHING AUTHORITY 



Choice of Internatiooai Searching Authority (ISA) 

(if two or more International Searching Authorities are 
competent to carry out the international search, indicate the 
Authority chosen: the two-letter code may be used): 

ISA/EP 



Request to use results of earlier search; reference to that search (if an earlier 
search has been carried out by or requested from the International Searching Authority): 

Dztc (day/month/year) Number Country (or rcgionai GfTicc) 



Box No. Vni CHECK LIST: LANGUAGE OF FILING 



This international application contains 
the following number of sheets: 



request 

description (excluding) 
sequence listing part) 

claims 

abstract 

drawings 

sequence listing part 
of description 

Total number of sheets 



6 

320 
20 
1 



347 



This international application is accompanied by the item{s) marked below: 

1 • SI fee calculation sheet 

2. n separate signed power of attorney 

copy of general power of attorney; reference number, if any: 00537 

4. Q statement explaining lack of signature 

5. □ priority document(s) identified in Box No. VI as items(s): 
6. 0 translation of international application into (language): 

7. O separate indications concerning deposited microorganism or other biot gical material 

8. n nucleotide and/or amino acid sequence listing in computer readable form 

9. KI other (specific): Postcard, Transmittal letter, check, Six (6) specific POAs 



Figure of the drawings which 
should accompany the abstract: 


Language of filing of the 
international application: 


English 


Box No. IX SIGNATURE OF APPLICANT OR AGENT 



Next to each signature indicate the name of the person signing and the capacity in which the person signs (if such capacity is not 
obvious from reading the request). 



Y.WlckyTsao -J 



1 . Date of actual receipt of the purported 
international application: 


2. Drawings: 


3. 


Corrected date of acnial receipt due to later but 
timely received papers or drawings completing the 
purported international application: 




1 1 received: 


4. 


Date of timely receipt of the required 
corrections under PCT Article 11 (2): 




1 1 not received: 


5. 


International Searching Authority to * / 
(if two or more are competent): lb A/ 


6. 1 1 Transmittal of search copy delayed 
1— — ' until search fee is paid 





Date of receipt of the record copy 
by the Intemati nal Bureau: 



For International Bureau use only 
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TRANSMITTAL LET R TO THE 
UNITED STAMfc RECEIVING OFFICE 




Applica. . No. 



V Docket No. 



00537/1 78W01 



Certification under 37 CFR 1. 10 (if applicable) 



EL266442083US 



Express Mail mailing number 



8 June 1999 



Date of Deposit 



! hereby certify that the application/correspondence attached hereto is being deposited with the United States Postal Service 



Signature of person mailing correspondence 



Typed or printed name of person mailing correspondence 



II- ^ New International Application 




Eariiest priority date 
(Day/Month/Ycar) 



12 June 1998 



SCREENING DISCLOSURE INFORMATION: in order to assist in screening the accompanying international 
application for purposes of determining whether a license for foreign transmittal should and could be granted and for 
other purposes, the following information is supplied. (Note: check as many boxes as apply): 



A. □ 



The invention disclosed was not made in the United States. 
There is no prior U.S. application relating to this invention. 

The following prior U.S. application(s) contain subject matter which is related to the invention disclosed in the attached 
intemanonai application. iNOTE: priority to these applications may or may not be claimed on form PCT/RO/lOl 
(Request) and this listing does not constitute a claim for priority). 



application no. 


09/096,431 


tiled on 1 12 June 1998 (12/6/98) 


application no. 


60/089,087 


filed on 1 12 June 1998 (12/6/98) 



application(s) identified in paragraph C. 

E. ^ The present international application [[] contains additional subject matter not fou nd in the prior U.S. appHcation(s) 
'^e^JJified in paragraph C. above. The additional subject matter is found on pages | throughout 
and DOES NOT ALTER □ MIGHT BE CONSIDERED TO ALTER the general nature of the invention in a 
manner which would require the U.S. application to have been made available for inspection by the appropriate defense 
agencies under 35 U.S.C. 181 and37CFR5.l. See37CFR5.l5 



III. Q A Response to an Invitation from the RO/US. The following document(s) is (are) enclosed: 



A. 



□ 

B. □ 

c- □ 



A Request for An Extension of Time to File a Response 
A Power of Attorney (General or Regular) 
Replacement pages: 



pages 




of the request (PCT/RO/ 101) 


pages 




of the figures 


pages 




of the description 


pages 




of the abstract 


pages 




of the claims 









Submission of Priority Documents 



Priority document 



Priority document 



E. □ Fees as specified on at tached Fee Calculation sheet form PCT/RO/101 annex 
IV. LI A Request for Rectification under PCT 91 



U 



A Petition 



D A Sequence Listing Diskette 



V. S Other (please specify): Postcard, check, General Power of Attorney, six (6) Specific Powers of Attorney 



The person 
signing this 
form is the: 



PTO-1382 (Rev. 4-1995) 



u 


Applicant 


Y. Rocky Tsao 




Attomcy/Agent (Reg. No.) 
34.053 


Typed name of signer 


□ 


Common Represenuhve 





Copyright 1996 Legalsoft 



U.S. Department of Corranerce: Patent and Trademark Of 




WORLD INTELLECTUAL PROPERTY ORGANIZATION 
International Bureau 




PCX 

INTERNATIONAL APPLICATION PUBLISHED UNDER THE PATENT COOPERATION TREATY (PCT) 



(51) International Patent Classification 6 
C07D 233/00 



A2 



(11) International Publication Number: WO 99/64401 

(43) International Publication Date: 16 December 1999 (16.12.99) 



(21) International Application Number: PCT/US99/ 12760 

(22) International Filing Date: 8 June 1999 (08,06.99) 



(30) Priority Data: 

09/096,431 
60/089,087 



12 June 1998 (12.06.98) US 
12 June 1998 (12.06.98) US 



(63) Related by Continuation (CON) or Continuation-in-Part 
(CIP) to Earlier Applications 

US 09/096,431 (CON) 

Piled on 12 June 1998 (12.06.98) 

US 60/089,087 (CON) 

P'led on 12 June 1998 (12.06.98) 

(71) Applicant (for all designated States except US): SOCIETE DE 

CONSEILS DE RECHERCHES ET D' APPLICATIONS 
SCIENTIFIQUES, S.A. [FR/FR]; 51-53, rue du Docteur 
Blanche, F-75016 Paris (FR). 

(72) Inventors; and 

(75) Inventors/Applicants (for US only): THURIEAU. Christophe, 
Alain [FR/FRJ; 84, avenue Kleber, F-75116 Paris (FR)! 
PQITOIJT Lydie, Francine [FR/FK]; 25, rue de la Vistule, 
F-75013 Paris (FR). GALCERA, M aric-Odile [FR/FR]; 2, 



alMe Jacques Anquetil, F-9I070 Bondoufle (FR). GOR- 
DON. Thomas, D. [US/USJ; 6 Rainbow Drive, MedwaT" 
MA 02053 (US). MORGAN. Barrv [GB/US]; 237 Prospect 
Street, Franklin, MA 02038 (US). MOINET, Christophe 
Philippe [FR/FR]; 148, rue d*AuIn'i^rTC92290 Chatenay 
Malabry (FR). 

(74) Agent: TSAO, Y., Rocky; Fish & Richardson, P.C, 225 
Franklin Street, Boston, MA 021 10-2804 (US). 



(81) Designated States: AE, AL, AM, AT, AU, AZ, BA BB BG 
BR, BY, CA, CH, CN, CU, CZ, DE. DK, EE, ES, Fl* Gb' 
GE, GH, GM, HR, HU, ID, IL, IN, IS, JP, KE KG Kp' 
KR. KZ, LC, LK, LR, LS, LT, LU, LV, MD, MG,'mk' 
MN, MW, MX, NO, NZ, PL, PT. RO, RU, SD, SE SG Si' 
SK, SL, TJ, TM, TR, TT, UA, UG, US, UZ, VN, YU, ZA* 
ZW, ARIPO patent (GH, GM, KE, LS, MW, SD, SL, Sz] 
UG, ZW), Eurasian patent (AM, AZ, BY, KG, KZ, Md] 
RU, TJ, TM), European patent (AT, BE, CH, CY DE DK 
ES, FI, FR, GB, GR, IE, IT, LU, MC, NL, PT, SE), OAPI 
patent (BF, BJ, CF, CG, CI, CM, GA, GN, GW, ML MR 
NE, SN, TD, TG). 



Published 

Without international search report and to be republished 
upon receipt of that report. 



(54) Title: IMIDAZOLYL DERIVATIVES 




(I) 
(57) Abstract 

a. .s2^ ^Z^ZS^^^:^ ^S;^ - ^P-ifica.o„. Which 



if 



FOR THE PURPOSES OF INFORMATION ONLY 
Codes used to identify States party to the PCT on the front pages of pamphlets publishing international applications under the PCT. 



AL Albania 

AM Armenia 

AT Austria 

AU Australia 

AZ Azerbaijan 

BA Bosnia and Herzegovina 

BB Barbados 

BE Belgium 

BF Burkina Faso 

BG Bulgaria 

BJ Benin 

BR Brazil 

BY Belarus 

CA Canada 

CF Central African Republic 

CG Congo 

CH Switzerland 

CI Cdte d'lvoire 

CM Cameroon 

CN China 

CU Cuba 

CZ Czech Republic 

DE Gennany 

DK Denmark 

EE Estonia 



£S 


Spain 


LS 


FI 


Finland 


LT 


FR 


France 


LU 


GA 


Gabon 


LV 


GB 


United Kingdom 


MC 


GE 


Georgia 


MD 


GH 


Ghana 


MG 


GN 


Guinea 


MK 


GR 


Greece 




HU 


Hungary 


ML 


IE 


Ireland 


MN 


IL 


Israel 


MR 


IS 


Iceland 


MW 


IT 


Italy 


MX 


JP 


Japan 


NE 


KE 


Kenya 


NL 


KG 


Kyrgyzstan 


NO 


KP 


Democratic People's 


NZ 




Republic of Korea 


PL 


KR 


Republic of Korea 


PT 


KZ 


Kazakstan 


RO 


LC 


Saint Lucia 


RU 


LI 


Liechtenstein 


SD 


LK 


Sri Lanka 


SE 


LR 


Liberia 


SG 



Lesotho 

Lithuania 

Luxembourg 

Latvia 

Monaco 

Republic of Moldova 

Madagascar 

The former Yugoslav 

Republic of Macedonia 

Mali 

Mongolia 

Mauritania 

Malawi 

Mexico 

Niger 

Netherlands 

Norway 

New Zealand 

Poland 

Ponugal 

Romania 

Russian Federation 

Sudan 

Sweden 

Singapore 



SI 


Slovenia 


SK 


Slovakia 


SN 


Senegal 


sz 


Swaziland 


TD 


Chad 


TG 


Togo 


TJ 


Tajikistan 


TM 


Turkmenistan 


TR 


Turkey 


TT 


Trinidad and Tobago 


UA 


Ukraine 


UG 


Uganda 


US 


United Stales of America 


uz 


Uzbekistan 


VN 


Viet Nam 


YU 


Yugoslavia 


zw 


Zimbabwe 



